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instance, II is prepared in 4 steps from acetoin, 3-chloroaniline, 
malononitrile and 5- (tert-butyl) -2- (3-nitrophenyl) -2H-pyrazole-3-ylamine . 
Selected compds . of the invention exhibit inhibition of release of 
substance P relative to control substance TT 232. I are useful for the 
treatment of inflammation, neuropathic hyperalgesia and rheumatic 
arthritis and for hindering destruction of bones. 
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AB The title compds . I [XI, X2 = N, substituted CH; X5 = N, substituted CH or 
NH; X3, :X4, X6, X7 = N, C (at least one of X3-X7 = N or substituted NH) ; 
Ql = substituted quinolin-7-yl ] which inhibit the IGF-1R enzyme and are 
useful for the treatment and/or prevention of hyperprolif erative diseases 
such as! cancer, inflammation, psoriasis, allergy/asthma, disease and 
conditions of the immune system, disease and conditions of the central 
nervous ; system, were prepared E.g., a multi-step synthesis of II, starting 
from Me : 4-f ormyl-3-nit robenzoate and acetophenone, was given. All 
exemplified compds. I showed inhibition of IGF-1R (ho specific data for . 
representative compds. I given). The pharmaceutical composition comprising the 
compound I is disclosed. 
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Ph II 

AB Title compds. I [J = N or CR5; Rl and R5 independently = H, OH, halo, CN, 
etc.; R2 = H or alkyl; R3 and R4 independently = H, : (un) substituted-alkyl , 
OH, MeO, halo, etc.; K = N or C; Z = NHR6, CONR6R7, ;NR6C02R7, etc.; R6 = H 
or (un) substituted alkyl; R7 = H, OH, alkoxy, etc.;;Ring A = fused 
heterocycle or carbocycle] , and their pharmaceutical^ acceptable salts, 
prodrugs, and solvates thereof, are prepared and disclosed as kinase 
inhibitors. Thus, e.g., II was prepared by reaction of 4-chloro-l-phenyl- 
1, 2, 3, 5, 7-azaindene with 3-amino-4-methyl-N-cyclopropylbenzamide . I have 
shown activity as inhibitors of p38cc/p enzymes and TNF-a 
(no data) . 

IT 245728-43-2 

RL: RCT ; (Reactant) ; RACT (Reactant or reagent) 

(preparation of phenylamine substituted bicyclic j heterocyclic compound as 
kinase inhibitors) 

RN 245728-43-2 CAPLUS 

CN 7H-Pyrrolo [2, 3-d] pyrimidine-6-carboxylic acid, 4-chloro-5-methyl-7-phenyl- 
, ethyl; ester (9CI) (CA INDEX NAME) 




CI 



REFERENCE COUNT: 1 THERE ARE 1 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 

L15 ANSWER 4 OF 21 CAPLUS COPYRIGHT 2006 ACS on STN 



Saloni Sharma 



04/19/2006 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



INVENTOR (S) : : 

PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



Moore 10500040 



CAPLUS 



Page 6 



2004 :2886 
140:77157 

Preparation of novel purine- or pyrrolo [ 2 , 3- 

d] pyrimidine-2-carbonitriles for treating diseases 

associated with cysteine protease activity 

Bailey, Andrew; Pairaudeau, Garry; Patel, Anil; Thorn, 

Stephen 

Astrazeneca AB, Swed. 
PCT Int. Appl., 41 pp. 
CODEN: PIXXD2 
Patent 
English 
1 



PATENT NO. 






KIND 


DATE 






APPLICATION NO. 




DATE 


WO 


20040008 


43 




Al 




20031231 




WO 2003- 


SE1079 




20030623 




W: AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, : BY, 


BZ, 


CA, CH, CN, 




:CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


ES, ;FI, 


GB, 


GD, GE, GH, 




:' GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, 


KP, \ KR, 


KZ, 


LC , LK, LR, 




:LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, iMZ, 


NI, 


NO, NZ, OM, 




;pg, 


PH, 


PL, 


PT, 


RO, 


RU, 


SC, 


SD, 


SE, 


SG, 


SK, ;sl, 


TJ, 


TM, TN, TR, 




:TT, 


TZ, 


UA, 


UG, 


US, 


UZ, 


vc, 


VN, 


YU r 


ZA, 


ZM, ZW 








RW: ;GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, 


SZ, 


TZ, 


UG, !ZM, 


ZW, 


AM, AZ, BY, 




;kg, 


KZ, 


MD, 


RU, 


TJ, 


TM, 


AT, 


BE, 


BG, 


CH, 


cy, ;cz, 


DE, 


DK, EE, ES, 




•:FI, 


FR, 


GB, 


GR, 


HU, 


IE, 


IT, 


LU, 


MC, 


NL, 


PT, ;RO, 


SE, 


SI, SK, TR, 




BF, 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GQ, 


GW, 


ML, : MR, 


NE, 


SN, TD, TG 


AU 


2003243096 




Al 




20040106 




AU 2003- 


243096 




20030623 


EP 


1532148 






Al 




20050525 




EP 2003- 


761002 




20030623 




R: : AT, 


BE, 


CH, 


DE, 


DK, 


ES, 


FR, 


GB, 


GR, 


IT, 


LI, :LU, 


NL, 


SE, MC, PT, 




i IE, 


SI, 


LT, 


LV, 


FI, 


RO, 


MK, 


CY, 


AL, 


TR, 


bg, ;cz, 


EE, 


HU, SK 


JP 


20055338 


04 




T2 




20051110 




JP 2004- 


515329 




20030623 


US 


2005203107 




Al 




20050915 




US 2004- 


518815 




20041220 


PRIORITY APPLN. 


INFO 














SE 2002- 


1980 : 




A 20020624 




















WO 2003- 


SE1079 




W 20030623 



OTHER SOURCE (S) : 
GI 



MARPAT 140:77157 




X^y 



AB The title compds . [I; X = N, NH, CH, CH2; Y = N, CH/ CO, CH2, CNR2R3 

(wherein R2, R3 = H, alkyl, cycloalkyl) ; R = (un) substituted (hetero) aryl, 
H, alkyl, cycloalkyl, etc.; Rl = Z(CH2)pR7 (wherein \p = 0-2; Z = O, NR8; 
R8 = H, :alkyl, cycloalkyl; R7 = (un) substituted 5-6 ; member ed saturated ring 
containing one or more O, S or N atoms, aryl or heteroaryl), NR9R10 (R9, R10 
H, alkyl, etc.; or NR9R10 = (un) substituted 5-6 membered saturated ring 



Saloni Sharma 



04/19/2006 



Moore 10500040 



Page 7 



optionally containing a further 0, S or N atom) ] which are reversible 
inhibitors of cysteine proteases S, K, F, L and B (no data), and therefore 
useful for treating diseases associated with cysteine protease activity 
(especially 

diseases associated with Cathepsin S) , were prepared Thus, a 4-step synthesis 
of 1- [9t (4-chlorophenyl) -2-cyano-9H-purin-6-yl ] -L-prolinamide (starting 
from 4-chloroaniline and 5-amino-4 , 6-dichloro-2-propylthiopyrimidine) , was 
given. = Pharmaceutical composition comprising the compound I is claimed. 
640285-31-0P 640285-32-1P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of purine- or pyrrolo [2, 3-d] pyrimidine-2-carbonitriles for 
treating diseases associated with cysteine protease activity) 
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INDEX NAME) 
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CN 7H-Pyrrplo [2, 3-d] pyrimidine, 7- (4-chlorophenyl) -2, 4-bis (ethylsulf onyl) 
(9CI) j[CA INDEX NAME) 
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Syntheses of several novel 4-chloropyrrolo [2, 3-d] pyrimidines (1), 
4-hydrazinopyrrolo [2, 3-d] pyrimidines (2) and 3-amino-4-iminopyrrolo [ 2 , 3- 

d] pyrimidines (7) and their use in the synthesis of ' tetrazolo [1, 5- 
c]pyrrolo[3,2-e]pyrimidines (3) and triazolo [ 1 , 5-c] pyrrolo [ 3, 2- 

e] pyrimidines (4) required for biol . screening are reported. 
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with formic acid gave pyrrolo [2 , 3-d] pyrimidin-4 ( 3H) -ones which afforded 
4-chloropyrrolo [2, 3-d] pyrimidines on reaction with phosphorus oxychloride. 
The latter afforded pyrrolo [2 , 3-d] pyrimidine-4-amines II (Rl = H, CI, R2 = 
H; Rl = Me, R2 = CI) by treatment with aromatic amines. On the other hand, 
treatment of compds . I (Rl = CI, R2 = H; Rl = H, R2= CF3) with formic 
acid in the presence of formamide and N, N-dimethylf ormamide afforded 
4-aminopyrrolo [2, 3-d] pyrimidines III . 
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5, 7-Diphenylpyrrolo [2, 3-d] pyrimidines, e.g., I, represent a new class of 
highly potent inhibitors of the tyrosine kinase c-Src (IC50 <50 nM) with 
specificity against a panel of different tyrosine kinases. The 
substitution pattern on the two Ph rings dets. potency and specificity and 
provides a means to modulate cellular activity. 
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AB Some new 7 , 9-disubstituted 7H-tetrazolo [ 1 , 5-c] pyrrolo [ 3, 2-e] pyrimi dines 
(I; R =:H, MeO, CI; Rl = MeO, Br, I, Me) have been synthesized either by 
diazotization of 4-hydrazino-7H-pyrrolo [ 2 , 3-d] pyrimidines (II; same R, Rl; 
R2 = NHNH2), obtained by hydrazinolysis of II (R2 = CI) or via a 
substitution reaction between II (R2 = CI) and sodium azide. 
5, 7-Disubstituted 7H-pyrrolo [ 2 , 3-d] pyrimidin-4 ( 3H) -ones were obtained by 
cyclocondensation of 1 , 4 -disubstituted 2-amino-3-cyanopyrroles with formic 
acid; subsequent chlorination using phosphorus oxychloride afforded II (R2 
= CI) . ;A novel route to II (R2 = NH2) via reductive ring cleavage of I 
has been reported. 

IT 170464-81-OP 

RL: RCT i (React ant) ; SPN (Synthetic preparation) ; PREP (Preparation); RACT 
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CN 7H-Pyrrolo [2, 3-d] pyrimidine, 4-chloro-5- ( 4-chlorophenyl) -7- (4- 
methylphenyl) - (9CI) (CA INDEX NAME) 
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In the presence of 1, 3-dimethylimidazolium iodide (I), 
6-chlor6-9-phenyl-9H-purine and 4-chloro-5, 6-dimethylpyrrolo [2, 3- 
d] pyrimidines underwent nucleophilic aroylation with arenecarbaldehydes to 
give the corresponding fused aroylpyrimidines, e.g. II. 

1, 3-Dimethylbenzimidazolium iodide (III) was an effective catalyst for the 
similar ^'synthesis of 7-aroyl-3-phenyl-3H-l,2 , 3-triazolo [ 4 , 5-d] pyrimidines . 
In the synthesis of 4-aroyl-lH-pyrazolo [3, 4-d] pyrimidines, both azolium 
salts Ijand III were effective as catalysts. Moreover, 

4-aroyl-7H-pyrrolo [2, 3-d] pyrimidines were obtained in good yields via the 

4-tosyl ! derivs . , in the presence of catalytic amts.iof sodium 

p-toluenesulf inate and the imidazolium salt I. This catalytic aroylation 

was found to be a facile and useful method for the synthesis of 

6-aroyl-^9H-purines and their analogs. 
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Pyrrolo[2, 3-d] pyrimidin-4 -amine was prepared as a precursor for synthesizing 

pyrrolo [2, 3-d] pyrimidinium iodides, N-alkylpyrrolo [2 , 3-d] pyrimidin-4 - 

amines, N,N-di (ethoxycarbonyl ) pyrrolo [ 2 , 3-d] pyrimidin-4-amine and 

pyrrolo [2 , 3-d] pyrimidin-4-yl semicarbazides ; molluscicidal activity of the 

synthesized products has been screened against Biomphalaria alexandrina, 

Bulinus ; truncatus and Lymnaea cailliaudi snails. Only 

pyrrolo [2, 3-d] pyrimidinium iodides I (R = alkyl) had molluscicidal 

activity. 
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d]pyrimidin-4-yl] [ (2-phenylhydrazino) carbonyl ] -, ethyl ester (9CI) (CA 
INDEX NAME) "* " 



: Me 
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I II 

PhNH-NH-C 0 
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CN 7H-Pyrr61o [2, 3-d] pyrimidine, 4-chloro-5- (4-chlorophenyl) -7- (4- 
methylphenyl) - (9CI) (CA INDEX NAME) 
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2-Aminopyrrole-3-carbonitriles have been prepared as precursors for 
synthesizing triazolo-, tetrazolo-, and 4- (3, 5- 
dimethyipyrazolo) pyrrolopyrimidines , as well as a 3- 

(pyrrolopyrimidinylhydrazono) butanoate ester; antimicrobial screening of 
some selected examples from the synthesized products was carried out. 
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activity) 
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activity) 
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7H-Pyrrolo [2, 3-d] pyrimidine, 4-chloro-5- ( 4-chlorophenyl) -7- (4- 
methylphenyl) - (9CI) (CA INDEX NAME) ~ : 
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p-toluenesulf inate as catalyst 
Miyashita, Akira; Suzuki, Yumiko; Ohta, 
Higashino, Takeo 

School of Pharmaceutical Sciences, Univ. 
Shizuoka, 422, Jap an 
Heterocycles^ »1^4 ^ ^ 39 (1) , 345-56 
CODEN: HTCYAM; ISSN: 0385-5414 : 
Japan Institute of Heterocyclic Chemistry 
Journal 
English 

CASREACT 122:187439 



by reaction 
with sodium 



of 



Kiyono; 
of Shizuoka, 




AB 



IT 



RN 
CN 



The title reactions were carried out with sodium p-toluenesulf inate or 
sodium methanesulf inate as catalyst. For example, 4-chloroquinazoline (I, 



R = CI) 



proceeds via a 



;was converted to I (R = CN) . The cyanation \ 
sulf onylheteroarene . 

161644-05-9P 161644-06-OP 161644-07-1P 

RL: SPN . (Synthetic preparation); PREP (Preparation) 

(preparation of) 
161644-05-9 CAPLUS 
7H-Pyrrolo [2, 3-d] pyrimidine-4-carbonitrile, 5, 6-dimethyl -7 -phenyl- (9CI) 
(CA INDEX NAME) 




RN 161644-06-0 CAPLUS 

CN 7H-Pyrr6lo[2, 3-d] pyrimidine-4-carbonitrile, 2, 5, 6-trimethyl-7-phenyl- 
(9CI) (CA INDEX NAME) 
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Ph 




CN 



RN 161644-07-1 CAPLUS 

CN 7H-Pyrrolo [2, 3-d] pyrimidine-4-carbonitrile, 2-ethyl-5, 6-dimethyl-7-phenyl- 
(9CI) (CA INDEX NAME) 



Ph- 




CN 



IT 86520-41-4 86520-43-6 86520-45-8 

RL: RCT : (Reactant) ; RACT (Reactant or reagent) 

(sulf inate-catalyzed substitution reaction of haioheteroarenes with 
cyanide) 
RN 86520-41-4 CAPLUS 

CN 7H-Pyrrplo[2, 3-d] pyrimidine, 4-chloro-5 / 6-dimethyl-7 -phenyl- (9CI) (CA 
INDEX NAME) 



Ph 




CI 



RN 86520-43-6 CAPLUS 

CN 7H-Pyrrolo[2 / 3-d] pyrimidine , 4-chloro-2-ethyl-5 , 6-dimethyl-7 -phenyl- (9CI) 
(CA INDEX NAME) 



Ph; 
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RN 86520-45-8 CAPLUS 

CN 7H-Pyrrolo [2, 3-d] pyrimidine, 4-chloro-2, 5, 6-trimethyl-7-phenyl- 
INDEX NAME) 



(9CI) (CA 
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CAPLUS COPYRIGHT 2006 ACS on STN 
1990:611696 CAPLUS 
113:211696 

7-Deaza-2-phenyladenines : structure-activity 
relationships of potent Al selective adenosine 
receptor antagonists 

Mueller, Christa E.; Hide, Izumi; Daly, John W.; 
Rothenhaeusler, Klaus; Eger, Kurt 

Lab. Bioorg. Chem., Natl. Inst Diabetes, Dig. Kidney 
Dis., Bethesda, MD, 20892, USA 

Journal of Medicinal Chemistry (1990), 33(10), 2822-8 
CODEN: JMCMAR; ISSN: 0022-2623 
Journal 
English 

CASREACT 113:211696 



AB 7-Deazapurines I [R = NH2, CI, OH, SH, SMe, S02Me; Rl = H, SH, SMe, S02Me, 
Me, Ph, '4-C1C6H4; R2 = H, Ph, hexyl, allyl, 2, 3- (MeO) 2C6H3, 4-BrC6H4CH2, 
2-deoxyribosyl, CHMePh; R3 = R4 = Me, H, CHO, C02H; :R3R4 = (CH2)4, 
CH:CHCHiCH] were prepared in an attempt to improve the adenosine receptor 
affinity and Al or A2 selectivity. The adenosine receptor affinities were 
assessed by measuring the inhibition of [3H]-(R)-N-i 

(phenylisopropyl) adenosine (II) binding to rat brain Al and inhibition of 
[3H] -5 '- (N-ethylcarboxamido) adenosine (III) binding;to rat striatum A2 
adenosine receptors. Selected I were further examined in adenosine receptor 
coupled ; adenylate cyclase assays. All tested compds . antagonized the 
inhibition of adenylate cyclase elicited by interaction of II with Al 
receptors in rat fat cell membranes and the activation of adenylate 
cyclase • elicited by interaction of III with A2 receptors of 
pheochromocytoma PC12 cell membranes. The results indicate that 
7-deazahypoxanthines have a potential for A2 selectivity, while all 
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IT 



RN 
CN 



7-deazaadenines are Al selective. Introduction of a Ph residue in the 
2-position of 7-deazaadenines increases Al activity tremendously. Thus, I 
(R = NH2 , R = 4-C1C6H4 R2 = Ph, R3 = R4 = Me) is potent and specific for 
the Al receptors of rat brain (Ki = 122 nM) , having no affinity for the A2 
receptors of rat striatum. The compound has low activity at the A2 
receptors of rat PC12 cell membranes where it appears to act as a 
noncompetitive inhibitor. The most potent Al antagonist was I [R = NH2, 
Rl = Ph, R2 = (R)-CHMePh, R3 = R4 = Me). 
130147-71-6P 130147-76-1P 130147-77-2P 
RL: SPN; (Synthetic preparation); PREP (Preparation) 

(preparation and adenosine receptor antagonist activity of) 
130147-71-6 CAPLUS 

9H-Pyrimido[4,5-b]indole, 4-chloro-9-phenyl- (9CI) (CA INDEX NAME) 



Ph 




RN 130147-76-1 CAPLUS 

CN 5H-Pyrimido [4, 5-b] indole, 6, 7 , 8 , 9-tetrahydro-2 , 4-bis (methylthio) -9-phenyl- 
(9CI) (CA INDEX NAME) 




SMe 



SMe 



RN 130147-77-2 CAPLUS 

CN 5H-Pyrimido[4, 5-b] indole, 6, 7, 8, 9-tetrahydro-2 , 4-bis (methylsulf onyl ) -9- 
phenyl- ; (9CI) (CA INDEX NAME) 
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1989:439290 CAPLUS 
111:39290 

Synthesis and biological activity of 
pyrrolo [2, 3-d] pyrimidines 

Dave, Chaitanya G.; Shah, P. R.; Upadhyaya, S. P.; 
Gandhi, T. P.; Patel, R. B. 

Dep. Chem., St. Xavier's Coll . , Ahmedabad, 380 009, 
India 

Indian Journal of Chemistry, Section B: Organic 
Chemistry Including Medicinal Chemistry (1988), 
27B(8), 778-80 

CODEN: IJSBDB; ISSN: 0376-4699 
Journal 
English 

CASREACT 111:39290 





II 



AB 2-Amno-3-pyrrolecarbonitriles were treated with HCONH2 to give 

aminopyfrolopyrimidines I [Rl = Ph, tolyl, anisyl, halophenyl; R2 = H, or 
R2R3 = (CH2)4; R3 = Ph, anisyl, C1C6H4, Me, tolyl].-; Most I showed 
bactericidal, analgesic, antiinflammatory, antihistaminic, 
anticholinergic, anticonvulsant, and antihypertensive activity. Also 
prepared, from CS2, were pyrrolopyrimidines II. 

IT 121405-50-3P 121405-52-5P 121405-55-8P 
121405-58-1P 121405-60-5P 

RL: SPN- (Synthetic preparation); PREP (Preparation) 
(preparation of) 
RN 121405-50-3 CAPLUS 

CN 7H-Pyrrolo[2, 3-d] pyrimidine, 2, 4-bis (methylthio) -5 , 7-diphenyl- (9CI) (CA 
INDEX NAME) 



Ph 




SMe 



RN 121405-52-5 CAPLUS 

CN 7H-Pyrrolo [2, 3-d] pyrimidine , 7- ( 4-chlorophenyl ) -2 , 4-bis (methylthio) -5- 
phenyl- . (9CI) (CA INDEX NAME) 
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MeS 




SMe 



RN 121405-55-8 CAPLUS 

CN 7H-Pyrrolo [2 , 3-d] pyrimidine, 5- ( 4-methoxyphenyl ) -2 , 4 -bis (methylthio) -7- 
phenyl- ■ (9CI) (CA INDEX NAME) 



MeS 



RN 
CN 



MeS 



RN 
CN 



Ph 

i 



SMe 




OMe 



121405-58-1 CAPLUS 
7H-Pyrr61o [2 , 3-d] pyrimidine, 5- ( 4-chlorophenyl ) -2, 4 -bis (methylthio) -7- 
phenyl- ; (9CI) (CA INDEX NAME) 



Ph 

i 

, N. 



SMe 




CI 



121405-60-5 CAPLUS 
7H-Pyrrolo [2, 3-d] pyrimidine, 5, 7-bis (4-chlorophenyl) -2, 4-bis (methylthio) 
(9CI) (CA INDEX NAME) 
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CAPLUS COPYRIGHT 2006 ACS on STN 
1989:419945 CAPLUS 
111:19945 

Pyrrolo [2, 3-d] pyrimi dines as inhibitors of 
cAMP-phosphodiesterase . Structure-activity 
relationship 

Klumpp, Susanne; Frey, Martina; iKleefeld, Gertrud; 
Sauer, Armin; Eger, Kurt 

Pharm. Inst., Univ. Pharm. Chem., Tuebingen, D-7400, 
Fed. Re p. Ger. 

CODEN: BCPCA6; ISSN: 0006-2952 
Journal 
English 

The effects of pyrrolo [ 2 , 3-d] pyrimidines ( 7-deazapurines ) on 
calmodulin-dependent and -independent cAMP phosphodiesterase (PDE) forms 
were studied. PDE inhibition depended on the chemical nature of substituents 
attached to the pyrrolopyrimidine nucleus at positions 2, 4, 5, 6, and 7. 
Among a. total of 28 compds . tested, 4-amino-7-phenyi-7H-pyrrolo [ 2 , 3- 
d] pyrimidine-5, 6-dicarbaldehyde (I) was the most potent inhibitor of PDE 
activity (IC50 = 16 pM) . In addition to the 5 , 6-disubstitution, position 
2 of the pyrrolopyrimidine derivs. had to be unsubstituted and position 4 
had to bear an NH2 group for an optimal inhibitory effect. The 
calmodulin-dependent and -independent PDE isoenzymes were affected to the 
same extent. The inhibition of PDE activity was reversible upon removal 
of I and was noncompetitive with respect to cAMP (Ki = 27 pM) . 
86520-4i-4 

RL: RCT ; (Reactant) ; RACT (Reactant or reagent) 

(reaction of, with hydrazine) 
86520-41-4 CAPLUS 

7H-Pyrrolo [2, 3-d] pyrimidine , 4-chloro-5, 6-dimethyl-7 -phenyl- ( 9CI) (CA 
INDEX NAME) 
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CAPLUS COPYRIGHT 2006 ACS on STN . 
1987:636656 CAPLUS 
107:236656 

Selected reactions on the o-aminonitrile system of 
substituted pyrroles 

Eger, Kurt; Pfahl, Johannes Georg; Folkers, Gerd; 
Roth, Hermann J. 

Pharm. Inst., Univ. Tuebingen, Tuebingen, D-7400, Fed. 
Rep. Ger. 

Journal of Heterocyclic Chemistry (1987), 24(2), 
425-30 

CODEN: JHTCAD; ISSN: 0022-152X 

Journal 

English 

CASREACT 107:236656 



Me CN 



NH2 



*N N < Rl Me N NH2 

R II 





#j V /< NH2 

Me' ^n^^N^ NH2 
.R 



III 



AB 



IT 



RN 
CN 



Pyrrolo[2, 3-d] pyrimidine-2 , 4-diamines I (R = Ph, PhCHMe, Rl = NH2) were 
prepared from pyrroles II via amidines III. I (R =;Ph, PhCHMe, Rl = Me, Ph, 
p-ClC6H4) were prepared from II and R1CN. Some unexpected reactions on the 
2-aminopyrrole-3-carbonitrile system are described. . 
111601-28-6P 

RL: RCT ; (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and substitution reaction of, with ammonia) 
111601-28-6 CAPLUS 

7H-Pyrrolo [2, 3-d] pyrimidine, 5, 6-dimethyl-2 , 4-bis (methylsulf onyl ) -7-phenyl- 
(9CI) : (CA INDEX NAME) 
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IT 



RN 
CN 



111601-i9-5P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation, oxidation, and substitution reaction of, with sodium amide) 
111601-19-5 CAPLUS 

7H-Pyrr61o [2, 3-d] pyrimidine, 5, 6-dimethyl-2 , 4-bis (methylthio) -7-phenyl- 
(9CI) (CA INDEX NAME) 



Ph 



MeS. n N^ / Me 




SMe 
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CAPLUS COPYRIGHT 200 6 ACS on STN \ 
1985:78815 CAPLUS 
102:78815 

Phosphorus pentoxide in organic ; synthesis . XIII. 
Synthesis of 7-phenyl-7H-pyrrol6 [ 2 , 3-d] pyrimidine-4- 
amines 

Joergensen, Anker; Girgis, Nabih S.; Pedersen, Erik B. 

Dep. Chem., Odense Univ., Odense, DK-5230, Den. 

Chemica Scripta (1984), 24(2), 73-9 

CODEN: CSRPB9; ISSN: 0004-2056 ■! 

Journal 

English 

CASREACT 102:78815 



NR2R3 




AB Substituted N-aryl-7-phenyl-7H-pyrrolo [2 , 3-d] pyrimidin-4-amines I [R = Rl 
= Me; RR1 = (CH2)4; R2 = H, R3 = C6H4R4, C6H3Me2-2,6; R4 = H, 2-Me, 3-Me, 
4-Me, 2-Et, 2-F, 3-F, 4-F, 2-C1, 4-C1] were in a 1-pot synthesis by 
heating ; 7-phenyl-7H-pyrrolo [2, 3-d] pyrimidin-4 (3H) -ones in a mixture of P205, 
N,N-dimethylcyclohexylamine and (II) at 180-200° for 1-3 h. In 
contrast, monoalkylamine hydrochlorides reacted with R2R3NH.HC1 to give, 
in all cases, I (R2 = R3 = H) , whereas with R22NH.H61 (R2 = Me, Et, Pr) , 
one alkyl radical splits off affording I (R2 = Me, Et, Pr, R3 = H) . A 
mechanism is suggested for the reaction, in the light of which, 
dealkylation reactions could be accounted for as a result of the formation 
of six-membered transition state, followed by intramol. elimination. The 
results : from pesticide screenings are reported. 

IT 94742-08-2P 
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RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and reaction of, with methylaniline) 
94742-08-2 CAPLUS 

7H-Pyrr6lo [2, 3-d] pyrimidin-4-amine , N, 2 , 5, 6-tetramethyl-N, 7-diphenyl- 
(9CI) (CA INDEX NAME) 
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1983:453780 CAPLUS 
99:53780 

Pyrrolo [2, 3-d] pyrimidines and their medical use 
Eger, Kurt; Fruchtmann, Romanis; Horstmann, Harald; 



Jacobi, Hairredin; Raddatz, 

Troponwerke G.m.b.H. und Co, 

Ger. Of fen. , 21 pp. 

CODEN: GWXXBX 

Patent 

German 

1 



Siegfried; Roth, Hermann 
K.-G., Fed. Rep. Ger. 



PATENT NO. 



DE 3145287 
PRIORITY APPLN. 
OTHER SOURCE (S ) : 
GI 



INFO. : 



KIND DATE 



Al 



APPLICATION NO. 



19830519 DE 1981-3145287 
DE 1981-3145287 
CASREACT 99:53780; MARPAT 99:53780 



DATE 

19811114 
19811114 





II 



AB Pyrrolopyrimidines I [R = H, (un) substituted alkyl;:Rl = H, CI, SH, 

heterocyclyl, amino, (un) substituted alkyl, Ph; R2R3 = alkylene; R4 = 
(un) substituted Ph] were prepared Thus, 2-acetamido-3-cyano-4 , 5-dimethyl-l- 
phenyl-lH-pyrrole was cyclized with H3P04 to give 75% II. This was 
chlorinated with POC13 and then treated with NH3 to give 35% I (R = R2 = 
R3 = Me, Rl = NH2 R4 = Ph) . I are central nervous system agents and 
inflammation inhibitors (no data) . 
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IT 86520-43-6 

RL: RCT ; (Reactant ) ; RACT (Reactant or reagent) 
(aminolysis of) 
RN 86520-43-6 CAPLUS 

CN 7H-Pyrrolo[2, 3-d] pyrimidine, 4-chloro-2-ethyl-5 / 6-dimethyl-7 -phenyl- (9CI) 
(CA INDEX NAME) 



Ph 




CI 



IT 86520-45-8P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and aminolysis of) 
RN 86520-45-8 CAPLUS 

CN 7H-Pyrrolo[2, 3-d] pyrimidine, 4-chloro-2, 5, 6-trimethyl-7-phenyl- (9CI) (CA 
INDEX NAME) 



Ph 




CI 



IT 86520-41-4P 

RL: RCT \ (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and substitution reactions of) 
RN 8 6520-4 i-4 CAPLUS 

CN 7H-Pyrrolo[2, 3-d] pyrimidine, 4-chloro-5, 6-dimethyl-7-phenyl- (9CI) (CA 
INDEX NAME) 



Ph 




CI 



IT 86520-47-0P 86520-50-5P 

RL: SPN • (Synthetic preparation); PREP (Preparation) 
(preparation of) 
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RN 86520-47-0 CAPLUS 

CN 7H-Pyrrolo [2 , 3-d] pyrimidine, 4-ethoxy-5, 6-dimethyl-7-phenyl- 
INDEX NAME) 



(9CI) (CA 




OEt 



RN 86520-50-5 CAPLUS 

CN 7H-Pyrrolo [2 , 3-d] pyrimidin-4-amine, 2-ethyl-N, N, 5, 6-tetramethyl-7-phenyl- 
(9CI) (CA INDEX NAME) 
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CAPLUS COPYRIGHT 2006 ACS on STN : 
1972:126924 CAPLUS 
76:126924 

New series of purine analogs with antimitotic action. 
Structure activity relations 

Marquet, Jean P.; Montagnier, Luc; Gruest, Jacqueline; 
Bourzat, Jean D.; Andre-Louisf ert , Jeannine; Bisagni, 
Emile 

Inst. Radium-Biol . , Fac. Sci., Orsay, Fr. 
Chimica Therapeutica (1971), 6(6), 427-38 
CODEN: CHTPBA; ISSN: 0009-4374 ; 
Journal ; 
French • 
For diagram(s), see printed CA Issue. 

6-Aminopurines (I) are prepared by the reaction of the 6-chloropurines (II) 
with the amines, R1NH2 . II (R = H, R2 = benzyl) is; treated with 
N-[ (2-thienyl) methyl] amine to give I (R = H, Rl = (2-thienyl ) methyl , R2 = 
benzyl]: Similarly prepared are .apprx.40 I [R = H,; Me; Rl = aralkyl, 
(heteroaryl) alkyl, allyl, Ph; R2 = aralkyl, (heteroaryl ) -alkyl , H, 
cycloalkyl, Me] . The II are prepared by the treatment of the 
5-acetonyl-4, 6-dichloropyrimidines (III) with the amines, R2NH2 . 
35808-71-OP 

RL: SPN ; (Synthetic preparation); PREP (Preparation): 

(preparation of) 
35808-71-0 CAPLUS 

7H-Pyrrolo[2, 3-d] pyrimidine , 4-chloro-6-methyl-7-phenyl- (9CI) (CA INDEX 
NAME) 



AUTHOR (S) 



CORPORATE SOURCE: 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE : 
GI 
AB 
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CAPLUS COPYRIGHT 2006 ACS on STN : 
1969:403352 CAPLUS 
71:3352 

2, 3-Disubstituted furans and pyrroles. VI. Synthesis 

of some new pyrimidines and their transformation into 

furo- and pyrrolo [2 , 3-d] pyrimidines 

Bisagni, Emile; Marquet, Jean P.; Andre-Louisf ert , 

Jeannine 

, Fac. Sci., Orsay, Fr. 

Societe Chimiqueide France (1969), (3), 



ISSN: 0037-8968 



DOCUMENT TYPE: 
LANGUAGE : 
OTHER SOURCE (S) 
GI 
AB 



IT 



RN 
CN 



Lab. Synt. Org 
Bulletin de la 
803-11 

CODEN: BSCFAS; 
Journal 
French 

CASREACT 71:3352 
For diagram(s), see printed CA Issue. 

2- (R-Substituted) -4-oxo-5-acetonyl-6-methyl-3, 4-dihydropyrimidines (I) are 
prepared from MeCO (MeCOCH2 ) CHC02Et and RC(:NH)NH2 compds . , where R is Me, 
NH2 , SH; or an alkylthio group. I are treated with ; H2S04 to give 
substituted 4 , 6-dimethylf uro [2 , 3-d] pyrimidines (II) \ 2- (R-Substituted) -7- 
(Rl-substituted) -4 , 6-dimethylpyrrolo [2, 3-d] pyrimidines are prepared from 
4-chloro-5-acetonyl-6-methylpyrimidines and amines R1NH2 . 
22727-53-3P 22727-54-4P 

RL: SPN : (Synthetic preparation); PREP (Preparation): 

(preparation of) 
22727-53-3 CAPLUS 

7H-Pyrrolo[2, 3-d] pyrimidine, 4, 6-dimethyl-2- (methylthio) -7-phenyl- (8CI) 
(CA INDEX NAME) 



MeS 




RN 22727-54-4 CAPLUS 

CN 7H-Pyrrolo [2, 3-d] pyrimidine , 2, 4, 6-trimethyl-7-phenyl- 
NAME) 



(8CI) (CA INDEX 
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